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CuHTE3 HOBUX XJIOPOAPUJIBMICHUX CYJIbQOHIIaMIIiB
i300KCa30JIbHOTO Py METAaTe3MCOM i3 3aKPUTTSIAM IUKJLY

(IIpedcmasaeno arxademivom HAH Vrpainu B. II. Kyzapem)

OKUCHI0BANDHUM TAOPYBAHHAM CUHMEZ08AHO HUSKY HOBUL TAOPOGPUABMICHUL CYALPOHIALAO-
pudiB 1300KCa30451020 PAJY, AKL O6YA0 nepemeopero Y 6i0noeidni diasiacyaviporicamiou. 3a
00M0M02010 PYMEHIU-KapberH068020 KAMAM3AMOPA NPOGEIEHO PEAKYII0 MEMAMEIUCY 13 3AKPUM-
MAM UYUKAY OMPUMAHUL CYALPOHIAGMIIE. Jl0caidocerno Ho6T, NnoMeHUItiHO 610A02T4HO AKNUG-
Hi, MIPONTHOBMICHT TAOPOAPUNZAMIULEHT CYNDPOHIAAMIONT NOTIOHT 1300KCA30NY.

Karowo86t cao8a: mMetaTe3nc, pyTeHil-kKapOeHOBUH KaTaIi3aTop, i300Kca30/1, CyIbMOHIIXITO-
puj, cysibgoHiIaMIT.

[300KCa3010BMICHI CITOJIyKH € MPUBAOJIMBAME 3aBISKN HASBHOCTI HU3KW MPAKTHIHO KOPUCHUX
BJIACTUBOCTEI 1, 30KpeMa, Pi3HOMaHITHIN Oiosoriuniii akTusHOoCcTI. Cepell MOoXiIHUX 1300KCA30JIiB
3HAfiJICHO PEYOBHMHY 13 IpoTH3alaIbHO 1], anTurensminTHO0 2|, npoTucytoMHOO (3], anTwe-
IPECUBHOIO (3acmokiiinnBoio) [4|, anrumikpobuoro [5| Ta nporurpubkosoio 6| akrurocTsimMu. Pa-
Hinre 6yJ10 BCTAHOBJIEHO, IO Cepel CyIb(OHLIAMITHIX MOXiTHUX TaJOTeHOAPUIBMICHAX i300KCa~
30J1iB € PEYOBUHHU 3 BHCOKOIO aHTUPETPOBIpycHOIO akTuBHicTIO (anti-HIV activity) |7]. i noximui
CUHTe30BaHI aBropamMu HayKoBoOI Iy6usikaiil 7] 3 BiAHOBIHUX TajgoreHo3aMiIIeHnX OEeH3aJIbIe-
rigie. [lpuyomy npuposa Ta po3ranryBaHHsI ATOMIB rajlOr€Hy B apOMaTHUIHOMY 3aMICHUKY Oijist
i300KCa30JIbHOIO NUKJIY iCTOTHO BIJIMBAIOTH HA CTyHiHb 1i€l akTuBHOCTI. [le cTumysioe momnryk
HOBUX IIJISXIB OTPUMAaHHs PI3HOMAHITHUX CYIb(MOHIIAMIIHUX MTOXITHUX 1300KCA30JLHOIO PsIIy.
Hawmu noBesieno (8], 1o miposinoBMicHi cysibdhonimaMiai 0Xi/HI i300KCa30I1y JIETKO MOXKYTH OY-
TU CHHTE30BaHI 3 BIIIOBIIHUX MaIiICYIbMOHIIAMIIIB PEAKITIEI0 METATE3UCY 13 BAKPUTTIM ITUKJTY.

BigznaunMo, M0 OJHUM 13 3pyYHUX METOJIB OTPUMAaHHs CyJIbOHLIXIOpUIIB (IIPeKypcopiB
JiasiicynbgoniTaMiiB) € OKHCHIOBAIBHE XJIOPYBaHHS 130TiyponieBux noximnux. Hamu cuareso-
BaHO HU3KY 130TiypoHieBux cosieil (2 a—K) 3a cxemoro 1:

HBr

1 a—xk

a: R=n-0OC,H;; 6: R=n-0OC;H;-; B: R=n-0C,Hg-n;
r: R=0-OCH;; m: R=0-OC,H;; et R=n-0C;H-1; 2k: R=0-OC,Hgn

Taxi noxigni aaKoKciapuIzaMileHnX 1300KCa30/1iB OTpUMaHO 3 Buxogamu 75-80% npu kun's-
TiHHI PO3YMHIB TIOCEUOBUHM 3 BiIOBImHIME Gpomomnioximanmvu ( 1 a—K) B i3onponanosti. Buxiami
n-aJikokciapuiizookcasonu (1 a-B) onucani Hamu pasime (8], a o-ankokcuapuiizookcasosn (1
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r—>K) OyJIn CHHTE30BaHi 3 BUIOBIIHUX 0-aJIKOKCIAJIb/ere/iB 3a METOJINKOIO, HABEJICHOIO B CTAT-
i [8]. Bymosy cnoyk (2 a—xk) migrsepkeno cuekrpockorniero AMP Ha sigpax 'H.

OxucHoBaJIbHe XJIOpyBaHHsI coJieii (2 a—»xk) nposoguan 1pu 0-5 °C B cymimax omrosol
kucsioru 3 Bojioo (1 : 1) nporsrom 4 roj HaJTMIIKOM Ta30moibHOro XJa0py (cxema 2):

Cl
R R.
_NH
\ AN SCZ " HBr — N S0,Cl
N—o NH, Cl 13\
2 a-B CLZ[O| 3 a-B
R R
TN e — - AN 50,01
NI Cl 13
N\O 2 —
2 12K 3 1K

a, n: R=0C,H;; 6, e: R = OC;H.-1; B, 2x: R = OCHyn; m: R = OCH,,.

Byo BcTanoBIIEHO, 11I0 OJTHOYACHO 3 YTBOPEHHSIM CYILMOHLIXIOPUIHOI IPYIIN TAKOXK Bia0OyBa-
€ThCS XJIOPYBAHHS OEH30JIbHOTO KiJIbIld, B PE3Y/IbTATI Y0I0 YTBOPIOIOTHCA HOBI XJIOPOAPUIBMICHI
cynbdoninxmopun (3 a—xk), ski 6y susiieni 3 sucokumu (70-80%) Buxomamu. Sk BugHO 31
cxeMu 2, KIJIbKICTB Ta PO3Tallly BAHHS ATOMIB XJIOPY B 6€H30JIbHOMY KijibIli HPOAYKTIB (3 a—kK) 3a-
JIEXKUTH BiJI OJIOYKEHHS JKIJIOKCUJIBHOIO 3aMICHUKA y BUXIJIHUX 130TiypoHieBuUX comsax (2 a—K).
Byzosy cronyk (3 a-—3k) migrsepikeno crekrpockoricio AMP ma sapax TH.

Bzaemogiero cynbdoninxiaopuis (3 a—k) 3 JBoMa eKBiBaJeHTAMU JajijJaMiHy B PO3UMHAX
nuxJjiopoMerany 1pu remueparypi 0-5 °C nporarom 1-1,5 rox 3 Buxogamu 75-85% cunresoBano
HOBI jiastiicynbdonimamian (4 a—2k) (cxema 3):

cl Cl Cl
R R / R
Nosoa 50X — o ||
Cl al cl
N—O HN’J N\O \ N\O
3 a-B N\ 4 a-B [RU} 5 a-B
R R Vi R
N,/ 80,01 — /@\WSOZN — — N,/ SSON \
\ 2 | 2
a \Ip al N—G N\ a =g
3 r—x 4 r—x

a, ;: R=0GC,H;; 6, e: R = OC;H,#; B, 2kt R = OC,Hy-#; : R = OCH,.

Bynosy cniosyk (4 a—xk) migrsepizkeno criekrpockomieo SIMP wa siapax 'H ra exemenTinM
aHAJI30M.

Peakuiero MeTaTesucy i3 3aKpUTTAM MUKy B npucyTHOCTI 1 % MOJbH. pyTeHii-KapOeHOBOro
karasiizaropa |[Ru| i3 cynabdoninaminis (4 a—k) orpuMano HOBI niposiHOBMICHI cyibdoHiIamim
i300kcazosnpHOrO psgy (5 a—k) (aus. cxemy 3; Tabum. 1).
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Tabaruuys 1

Dopmyita
CyabMOHIIXIOPUTY

Buxin,
%

Popmysta BEXiIHOTO
Jiagisicyabdonimamity

Buxin,
%

Dopmyna NpoayKTy
peaxiiii MeTaTe3ucy

Buxin,
%

CoH;50 Cl

CyH50,

Cl

90

92

88

86

88

83

85

66
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Cunres npoxoaus B armocdepi cyxoro aprony npu remuneparypi 20-22 °C y posuunax Juxjio-
pomerany mpoTsarom 30-40 xB. IIpogykTn peakiiil BUALISIN 38 JOTIOMOT0I0 KOJIOHKOBOI XPOMATO-
rpadii (AlyOg3, nuxsiopomeran), ountasn nepexkpucrasizamnieo 3 50% eranosy. BynoBy moximgaux
(5 a—x) nixrsepizkeno cuekrpockoniero IMP Ha siipax 'H. Ha yrBopenns: miposinosux -
kB y pedoBuHax (5 a—k) 3 mianiisamimennx crnoiayk (4 a—»K) BKa3ye 3HUKHEHHSI CHI'HAJIB
JOTUPBOX TPOTOHIB KiHneBux CHo-rpym aijibHEX 3aMiCHHUKIB mpu 5,22-5,28 M. 1. y CIeKTpax
AMP na aapax 'H ra nossa XapaKTepHUX JIs MIPOJIIHOBOIO ITUKJIY CUTHAJIIB JIBOX BIHIJIBHUX
npoToHiB B obsacti 5,74-5,79 M. 1.

Excnepumenrtanbua yactuaa. Crexrpn SIMP na spax 'H 3usto Ha ciekrpomerpi Vari-
an Mercury M-400 (po6oua wacrora 400 MT'n). Iujenininenosuit karaiaizarop [Ru| cunresoBano
METOJIOM, OIHCAHUM B pob6oTi [9]. BuximHi o-aakoKciaabIeriin CHHTe30BaHO 3 CAJIIIIIOBOTO AJlb-
neriny ankinyBanusaM y upucytHocTi KoCOg y posunni JIM®PA BignoBiaHuMu ajKigyBaIbHIMU
areHTamu.

BarasbHuii MeToJ cuHTe3y GpoMomnoximgHmX i3zookcazouiB (1 a—k). Bpomomnoxiui
(1 a—K) CHHTE30BAHO 3 BIJIOBIIHUX AJIKOKCIAJIBIETI/IB 38 METOMKOIO, OIMCAHOI B cTarTi (8.
ITi/1b0Bl TPOAYKTH OTPUMAHO 3 BUXOJaMHU B Mexkax 83-92%.

BaranpHuili MeTos cuHTE3y i30TiypoHieBuX codeil (2 a—x). [3oriyponiesi coui (2 a—xk)
oTpuUMaHO 3 BianosigHux 6pomonoximaux (1 a—»xk) kun'stinasam 1,5-2 rox cymimeit 0,02 Mosb
6pomorioxigaoro 3 0,02 mosb TiocewoBunu B 30 Mt i3orpomnanosy. Ilicis oxotomKkeHHs iIHOBI
npoaykTu (2 a—k) Buiuisin inbrpyBaHHsM, npoMuBKo 10-20 mur rekcany Ha bLIbTpi Ta
BUCyIlyBaHHsIM Ha 1oBiTpi pu 20-40 °C.

[3- (4-Emoxcugenin)-izooxcazon-5-inJmemuan, imidomioxapbamam 2i0pob6pomio
(2 a): 'H gMP (DMSO dg): 6 = 9,42 (s, 4H), 7,75 (d, 2H), 7,05 (d, 2H), 6,95 (s, 1H), 4,75
(s, 2H), 4,12 (k, 2H), 1,28 (t, 3H). T. . 210-211 °C. Buxizx 96%.

[3- (4-IIponoxcugpenin)-izookrcazon-5-inmemun, imidomioxapbamam 2idpob6pomio
(2 6): '"H AMP (DMSO dg): § = 9,42 (d, 4H), 7,77 (d, 2H), 7,04 (d, 2H), 6,97 (s, 1H), 4,83
(s, 2H), 4,02 (t, 2H), 1,71 (m, 2H), 0,93 (t, 3H). T. wr. 205-206 °C. Buxizx 93%.

[3- (4-Bymoxcugenin)-izoorcason-5-inJmemua, imidomiokapbamam 2i0pob6pomio
(3 8): 'H AMP (DMSO dg): 6 = 9,40 (d, 4H), 7,76 (d, 2H), 7,03 (d, 2H), 6,98 (s, 1H), 4,83
(s, 2H), 4,02 (t, 2H), 1,70 (m, 2H), 1,43 (m, 2H), 0,93 (t, 3H). T. mw1. 207-208 °C. Buxiz 91%.

[3- (2- Memoxcugenin)-izooxcason-5-inJmemuan, imidomiokapbamam 2idpobpomio
(2 2): '"H AIMP (DMSO dg): § = 9,45 (s, 4H), 7,75 (d, 1H), 7,50 (t, 1H), 7,21 (d, 1H), 7,07
(t, 1H), 6,92 (s, 1H), 4,86 (s, 2H), 3,85 (s, 3H). T. m1. 124-125 °C. Buxizx 88%.

[3- (2- Emoxcugpenin)-izookcadon-5-inJmemun, imidomioxapbamam 2idpobpomio
(2 9): '"H AMP (DMSO dg): § = 9,50 (d, 4H), 7,76 (d, 1H), 7,51 (t, 1H), 7,20 (d, 1H), 7,06
(t, 1H), 6,91 (s, 1H), 4,85 (s, 2H), 4,13 (k, 2H), 1,38 (t, 3H). T. 1. 142-144 °C. Buxix 92%.

[3- (2-IIponoxcugpenin)-izoorcazon-5-in|memuan, imidomioxapbamam 2idpob6pomio
(2 e): 'H AIMP (DMSO dg): § = 9,50 (d, 4H), 7,75 (d, 1H), 7,50 (t, 1H), 7,20 (d, 1H), 7,07
(t, 1H), 6,90 (s, 1H), 4,84 (s, 2H), 4,10 (t, 2H), 1,81 (m, 2H), 0,95 (t, 3H). T. 1. 137-138 °C.
Buxin 87%.

[3- (2- Bymoxcugenin)-izoorcason-5-inJmemuan, imidomiokapbamam 2idpob6pomio
(2 oc): 'H AMP (DMSO dg): § = 9,49 (d, 4H), 7,75 (d, 1H), 7,51 (t, 1H), 7,19 (d, 1H),
7,08 (t, 1H), 6,89 (s, 1H), 4,85 (s, 2H), 4,07 (t, 2H), 1,75 (m, 3H), 1,46 (m, 2H), 0,98 (t, 3H).
T. mn. 135-136 °C. Buxin 88%.

Baranpuuii Meron cuHTe3y cyabdoHiaxgopuaiB (3 a—k). OKuCHIOBaJIbHE XJIODY-
BaHHs coseil (2 a—k) mposommin B posunuax 0,01 mosb Bimmosigaol comi B 30 mur cyminm
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orroBoi Kucsiotu 3 Bojoo (1 : 1) mpu 0-5 °C uporsirom 4-5 1oy HaJJIUIIKOM Ta300/iOHOr0
xJtopy. Ilicist posBeseHHsT peakIliiHUX CyMilreil ' aTpa30BOI0 KiJIBKICTIO XOJIOJHOI BOIN OCa-
Jau npoiaykTiB (3 a—K) BiaMILIBTPOBYBaIN, TIPOMUBAIN IX HA (DUIBTPI BOJIOIO Ta BHUCYIILYBAJIH
y BaKyyMHOMY €KCHKATOpI HaJ II'aTHoKucoM docdopy. Buxomm npomykTiB peaxiil nHaBemeHO
B Tabsa. 1.

[3- (4- Emoxcugenin)-izooxcason-5-ia]memancysvponin xaopud (3 a): 'H IMP
(CDCly): 6 = 17,76 (s, 2H), 6,88 (s, 1H), 5,09 (s, 2H), 4,14 (k, 2H), 1,47 (t, 3H). T. . 92-93 °C.

[3- (4-ITponoxcugerina)-izooxcazon-5-ia]memancysvgdonia xaopud (3 6): 'H IMP
(CDCl3): 6 = 7,80 (s, 2H), 6,88 (s, 1H), 5,09 (s, 2H), 4,03 (t, 2H), 1,88 (m, 2H), 1,09 (t, 3H).
T. . 88-90 °C.

[3- (4- Bymoxcugenin)-izooxcason-5-ia]memancysvdonina xaopud (3 e): 'H AMP
(CDCl3): § = 7,75 (s, 2H), 6,88 (s, 1H), 5,09 (s, 2H), 4,06 (t, 2H), 1,83 (m, 2H), 1,54 (m, 2H),
0,97 (t, 3H). T. mn. 85-86 °C.

[3- (2- Memoxcugpenin)-izoorcazon-5-inmemancyrvdonia caopud (3 2): 'H AMP
(CDCly): 6 = 7,92 (s, 1H), 7,37 (d, 1H), 7,23 (s, 1H), 6,95 (d, 1H), 5,14 (s, 2H), 4,02 (s, 3H).
T. mr 111-112 °C.

[3- (2- Emoxcugenin)-izooxcason-5-ia]memancysvponin xaopud (3 0): 'H SIMP
(CDCl3): 6 = 7,95 (s, 1H), 7,36 (d, 1H), 7,22 (s, 1H), 6,93 (d, 1H), 5,12 (s, 2H), 4,12 (k,
2H), 1,47 (¢, 3H). T. . 64-65 °C.

[3- (2-ITponoxcudenin)-izookcaszon-5-ia]memancysvdonia xaopud (3 e): 'H AMP
(CDCl3): 0 = 7,93 (s, 1H), 7,35 (d, 1H), 7,16 (s, 1H), 6,92 (d, 1H), 5,10 (s, 2H), 4,02 (t, 2H),
1,85 (m, 2H), 1,05 (t, 3H). T. mwr. 62-63 °C.

[3- (2- Bymoxcudenin)-izooxcason-5-ia]memancysvdonia xaopud (3 oc): 'H AMP
(CDCly): 6 = 7,91 (s, 1H), 7,35 (d, 1H), 7,16 (s, 1H), 6,90 (d, 1H), 5,09 (s, 2H), 4,02 (t, 2H),
1,79 (m, 2H), 1,46 (m, 2H), 0,95 (t, 3H). T. wr. 60-61 °C.

Baranpuuii MeTos cuHTely gianisncynbdoninamigis (4 a—xk). o posuuny 0,01 moub
BinoBiiHOrO Ccybdoniaxiopuay (3 a—xk) y 20 i guxsiopomerany npu 5-10 °C Ta npu mocriii-
HOMY TepeMilryBaHHi gogaBasn mo KpammnHax 0,02 moss giamiiaminy. [lepeminryBasm peakiriii-
uy cyMim mporaroM 20-30 xB Ta ymapioBaau y BakyyMi 18-20 Mm. pt. cT. o CyXoro 3ajumiky
nomasaaun 20 MJ1 BOmM, BigAiistin Bimmosiguuit miasinacynbdoHisaMmia, AKuil BUCYIIYBAJIM MPU
KiMHATHI# TemmepaTypi Ha moBiTpi. Buxomn pedosun (4 a—k) HasejeHo B Tabi. 1.

5-1300xcazoamemancyavPoriaamid, 3-(3,5-0uxnopo-4-emoxcugpenin)-N,N-du(2-
nponenia) (4 a): 'H IMP (CDCls): 7,76 (s, 2H), 6,74 (s, 1H), 5,75 (m, 2H), 5,24 (m, 4H),
4,49 (s, 2H), 4,19 (k, 2H), 3,78 (d, 4H), 1,49 (t, 3H). Bpyrro-dopmynaCigHagCle NoOy S. 3uaii-
neno, %: C1 16,9, N 6,38, S 7,54. O6uucneno, %: Cl 16,47, N 6,50, S 7,42. T. mn. 45-47 °C.

5-1300xca3onmemancyasvPoriaamid, 3-(3,5-0uxraopo-4-nponorcugenrin)-N, N-du(2-
nponenia) (4 6): 'H IMP (CDClz): 7,73 (s, 2H), 6,72 (s, 1H), 5,72 (m, 2H), 5,25 (m, 4H),
4,46 (s, 2H), 4,02 (t, 2H), 3,75 (d, 4H), 1,67 (m, 2H), 1,08 (t, 3H). MacJo.

5-1300xcazoamemancyasbPoniaamid, 3-(3,5-0uxriopo-4-b6ymoxcugpenia)-N, N-0u(2-
nponewnin) (4 6): 'H AMP (CDCl3): 7,74 (s, 2H), 6,76 (s, 1H), 5,72 (m, 2H), 5,25 (m, 4H),
5,45 (s, 2H), 4,06 (t, 2H), 3,75 (d, 4H), 1,83 (m, 2H), 1,54 (m, 2H), 0,97 (t, 3H). Macuo.

5-1300xcazoamemancysvdoninamio, 3-(5-xaopo-2-memoxcugpenia)-N, N-du(2-npo-
nenin) (4 2): 'H AIMP (CDCl3): 6 = 7,91 (s, 1H), 7,38 (d, 1H), 7,00 (s, 1H), 6,96 (d, 1H),
5,75 (m, 2H), 5,25 (m, 4H), 4,49 (s, 2H), 3,99 (s, 3H), 3,80 (d, 4H). Bpyrro-dopmyna Ci7 Hig
CINO4S. 3naiigeno, %: Cl 9,25, N 7,30, S 8,47. O6uucueno, %: Cl 9,28, N 7,32, S 8,37. T. mw.
8788 °C.
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5-1300xca3oamemancyasvPoriaamid, 3-(5-xaopo-2-emoxcugpenina)-N, N-du(2-npo-
nenina) (4 0): 'H IMP (CDCl3): 6 = 7,89 (s, 1H), 7,34 (d, 1H), 7,00 (s, 1H), 6,95 (d 1H),
5,72 (m, 2H), 5,23 (m, 4H), 4,47 (s, 2H), 4,09 (k, 2H), 3,74 (d, 4H), 1,44 (t, 3H). T. 1. 79-80 °C.

5-1300%kcazoamemancysovgoriiamio, 3- (5-xaopo-2-nponokcugenin)-N,N-ou(2-
nponenia) (4 e): 'H AMP (CDClz): § = 7,86 (s, 1H), 7,32 (d, 1H), 6,98 (s, 1H), 6,95
(d 1H), 5,71 (m, 2H), 5,23 (m, 4H), 4,46 (s, 2H), 4,08 (m, 2H), 3,74 (d, 4H), 1,87 (m, 2H),
1,08 (t, 3H). T. w1 70-71 °C.

5-I300xcazoamemancyavPoriaamid 3-(5-xaopo-2-6ymoxcugpenin)-N, N-du(2-npo-
newin) (4orc): "H SIMP (CDCls): 6 = 8,01 (s, 1H), 7,32 (d, 1H), 6,98 (s, 1H), 6,90 (d, 1H),
5,71 (m, 2H), 5,23 (m, 4H), 4,46 (s, 2H), 4,01 (t, 2H), 3,74 (d, 4H), 1,79 (m, 2H), 1,45 (m, 2H),
0,95 (t, 3H). T. mn. 63-64 °C.

BaranpHuii MeTos cuHTe3y IiposiHonoxizaux (5 a—xk). o poszuunnis 0,001 moub Bij-
noBigHuX mianincyabdoninaminis (4 a—k) B 5 M1 guxsopoMeTany B aTMocdepi cyXoro apromy
nonasau 0,00001 mosb karanaizaropa [Ru| ta BurpumyBasu cyminn npu KiMHaTHIA Temmeparypi
(20 °C) mporsirom 30—40 xB. Bix 3ammmkiB kaTtamizaTopa TPOYKTH PEAKIHH BiIsn 3a 10-
OMOT'0I0 KOJIOHKOBOI Xpomarorpadii (AlyOs, auxsopomeran). Orpumani po3unHU yHapoBain
y Bakyymi 20-25 MM. pT. cT. npu KiMHaTHI# Temmeparypi. Cyxi 3a/UIIKU IPOAYKTIB IT€pEKPH-
crasizoByBasu 3 50% BojaHOro eranosy. Buxoju npojykTiB HaBeaeHo B TabJI. 1.

Izooxcason, 5-[(2,5-0dueidpo-1H-nipoa-1-iacyavgdonin)memuanl-3-(3,5-0uxiropo-4-
emoxcugenia) (5 a): 'H AMP (CDCl3): 6 = 8,05 (s, 2H), 7,27 (s, 1H), 5,85 (s, 2H), 4,99
(s, 2H), 4,09 (m, 6H), 1,39 (t, 3H). T. 1. 103-104 °C.

Izooxcazon, 5-[(2,5-0uzidpo-1H-nipoa-1-iacyavdonin)memuanf-3-(3,5-0uxiropo-4-
nponorcugenia) (5 6): 'H AMP (CDCl): § = 7,73 (s, 2H), 6,73 (s, 1H), 5,75 (s, 2H), 4,49
(s, 2H), 4,09 (d, 4H), 4,01 (t, 2H), 1,67 (m, 2H), 1,08 (t, 3H). T. m1. 95-96 °C.

Izooxcason, 5-[(2,5-0dueidpo-1H-nipoa-1-iacyavgdorin)memunl-3-(3,5-0uxiopo-4-
6ymoxcugenia) (5 6): 'H AMP (CDClz): § = 7,73 (s, 2H), 6,72 (s, 1H), 5,75 (s, 2H), 4,50 (s,
2H), 4,07 (m, 6H), 1,82 (m, 2H), 1,23 (m, 2H), 0,97 (t, 3H). T. w1. 93-94 °C.

Izooxcason, 5-[(2,5-0u2idpo-1H-nipoa-1-iacyavgonin)memuanf-3-(5-xaopo-2-me-
moxcugenin) (5 2): 'H AMP (CDClz): 6 = 7,90 (s, 1H), 7,39 (d, 1H), 7,00 (s, 1H), 6,95
(d, 1H), 5,77 (s, 2H), 4,53 (s, 2H), 4,11 (s, 4H), 3,90 (s, 3H). T. mr. 124-125 °C.

Izooxcason, 5-[(2,5-0uzidpo-1H-nipoa-1-iacysvgonia)memuaf-3-(5-xaopo-2-emo-
xeugenina) (5 d): 'H AMP (CDCl3): § = 7,91 (s, 1H), 7,36 (d,1H), 7,04 (s, 1H), 6,92 (d,1H),
5,77 (s, 2H), 4,54 (s, 4H), 4,11(m,6H), 1,47 (t, 3H). T. mwr. 127-128 °C.

Izooxcason, 5-[(2,5-0ueidpo-1H-nipona-1-incysvgonin)memuanf-3-(5-xaopo-2-npo-
noxcugenia) (5 e): 'H AMP (CDCl3): § = 7,90 (s, 1H), 7,35 (d, 1H), 7,02 (s, 1H), 6,91 (d,
1H), 5,75 (s, 2H), 4,54 (s, 2H), 4,11 (m, 6H), 1,87 (m, 2H), 1,09 (t, 3H). T. wr. 123-124 °C.

Izooxcason, 5-[(2,5-0duzidpo-1H-nipoa-1-incyavdorin)memuanf-3-(5-xaopo-2-6y-
moxcugenin) (5 nc): 'H AMP (CDCls): 6 = 7,87 (s, 1H), 7,34 (d, 1H), 6,99 (s, 1H), 6,90
(d, 1H), 5,74 (s, 2H), 4,51 (s, 2H), 4,08 (s, 4H), 4,02 (t, 2H), 1,81 (m, 2H), 1,46 (m, 2H),
0,95 (t, 3H). T. . 119-120 °C.

TaxkuM YuHOM, TPOBEIEHUMH JIOC/III2KEHHIMI BCTAHOBJIEHO, IO B PE3Y/ILTATI OKMCHIOBAJIb-
HOI'O XJIOPYBaHHS 130T1ypPOHIEBUX IMOXIHUX AJIKOKCIapUI3aMINIEHUX 1300KCa30J1iB YTBOPIOIOTHCS
XJIOPOAPMJIBMICH] CYIbMOHIIXIOPUIN, STKi € BUXITHUMU CIIOJIYKAMU IIPU OTPUMAHHI JTaJILICYIb-
doninamimis. Peakmisimu mMeTaTe3ucy i3 3aKpUTTIM UKy CAHTE30BAHO HU3KY HOBUX XJIOPOa-
PUA3aMINIEeHnX MPOJTIHOBMICHUX CYJIH(MOHIIAMITIB i300KCA30IBHOTO PSATY, sIKi MOXKYTh OyTH 11ep-
CIIEKTUBHUMU SIK ITOTEHIHHHO 010/IOIYHO AKTUBHI PEYOBUHU.
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A. B. Ilasamok, FO. B. Besyrasriii, B. H. T'omoBatiok, B. !I. KarrkoBckuii

CuHTe3 HOBBIX XJiopoapuJicogep2kKaimmnx Cy.JII)Cl)OHI/I.TIaMI/I,H,OB
N30KCa30JIbHOT'O pdada peaKuMef/'I MeTaTe3rcCa C 3aKpbITEM IIHUKJIAa

WNucruryT 6nooprannydeckoit xumun u Hedprexumun HAH Ykpannsr, Kues

OKUCAUMEALHDIM TAOPUPOBAHUEM CUHTNEZUPOBAH PAO HOBHLT TAOPOGPUNCOOEPAHCAULUTL CYALPOHUA-
TA0PUDOE U300KCAZ0ADH020 PAAG, KOMOPBLE 6BLAU NPEBPAULLHDL 8 COOMBEMCMBYI0WUE OUANUACYAD-
Pornusamudo. C nomowpo pymenui-kapbero6020 KamMaiu3amopa NposedeHa Peakyus Memame3u-
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€O C 3AKPLIMUEM YUKAG NOAYUYEHHDIT CYAbPonusamudos. Hccaedosarn, 1o6ble NOMEHUUANHO OU-
0M02UMECKY AKMUBHDBLE TUPOAUHCOOEPHCAULUE TAOPOGPUAIAMEUWEHHDBLE CYALPOHUAAMUIHDIE NPOU-
3600HbBIE U3OKCA30AA.

Karouesnle €A08a: MeTaTe3uc, pyTeHUR-KapOEeHOBBII KATaIn3aTop, M30KCA30J, CYJIb(OOHMIXIIO-
P, CyTbMOOHUTIAMUIT.

0. V. Pavliuk, Yu. V. Bezugly, V. M. Holovatiuk, V.I. Kashkovsky

Synthesis of new chloroaryl-containing sulfonylamides of isoxazole series
via ring-closing metathesis

Institute of Bioorganic Chemistry and Petrochemistry of the NAS of Ukraine, Kiev

A number of new chloroaryl-containing sulfonyl chlorides of isoxazole series that have been converted
into the corresponding diallyl sulfonamides was synthesized by means of oxidative chlorination.
The ring-closing metathesis reaction of obtained sulfonamides was conducted with the help of the
ruthenium carbene catalyst. A number of new, potentially bioactive, pyroline-containing choroaryl-
substituted sulfonylamide derivatives of isoxazole was synthesized.

Keywords: metathesis, ruthenium carbene catalyst, isoxazole, sulfonylchloride, sulfonamide.
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